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Abstract of JP2001 151 777 

PROBLEM TO BE SOLVED: To provide a compound effective for diseases considered as relating with 
CRF(Corticotropin Releasing Factor) such as melancholia, anxiety, Alzheimer's disease, Parkinson's 
disease, Huntington's chorea, eating disorder, hypertension, digestive system disease, drug 
dependence, epilepsy, cerebral infarction, cerebral ischemia, cerebral edema, craniocerebral trauma, 
inflammation, immunity associated diseases or the like, and also provide a synthetic intermediate 
required for manufacturing the same. SOLUTION: The compound is a derivative of carbamoyl 
tetrahydropyridine expressed by the formula [R1 and R2 are each independently H, a 1-5C alkyl or a 
phenyl or R1, R2 and the adjacent N atom together form a saturated heterocycie; R3 is H or a 1-5C 
alkyl; Y1-Y2 is (R4)C=C(R5), (R6)C=N, N=N, (R7)N-CO or N=C(R8); X1, X2 and X3 are each 
independently H, a halogen atom, a 1-5C alkyl, a 1-5C alkoxy, a 1-5C alkylthip, trifluoromethyl, 
trifluoromethoxy, an amino or a 1-5C alkylamino group; R4 and R5 are each independently H or a 1-5C 
alkyl; R6 is H or a 1-5C alkyl; R7 is H or a 1-5C alkyl, a i-5C alkoxycarbonylmethyl, a carboxymethyl or 
a group expressed by the formula CH2CONR1 1(R12); and R8 is H or a carbamoyl group], or its 
medically permissible salt and an intermediate for its manufacture. 
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[0073] mmm4 

2-7S7-4,5-y7f^-l-(2,6-y7nt 
-4 - h 'J 7 Wo^f ;l^7 x-;W to-yi,- 3 

4-757-3, 5-y'7otWhij7WJ H5. 
5g, T-kh'f yi.9gat^h^;H!34mg^WP 

xy 1 5 m i mm l . it»iw< t>2.5 mmu 
^mmitz. Rmmtzws-hvfr 1 .4 2 g^jn 
1. i8ox;ximi%tfb4mmmuz; %.mm 



A»cr««tfc. aaww^rsya, ra*«ffir«« 
u ffikZisvtwvtiv&tuwyy? 4- mm 
mm : ^+rv-ma^)v=5 ■. 1 > tT^st. m 
st^B a tffi:LT2-r5y-4,5-^^-i - 

(2,6-> ; 7 r n^-4-MJ7;U^a7^;U7x 
fa-;P- 3 - tf/W*- h y ;H . 2 g ^ 
m.p. 158-161°C 
[0074] fflSUZ IXWFWtlsWlZ'&t:. 



(21) )01-151777 (P200 1-8"7 7 



2-T$y-4. 5-^^-1 

- 4 - 4 y 7*o e/P7 x -;P) £n-A<-3- 

m.p. 2 0 5-207°C 

2-7$ 7-4, 5-^^-1 -(2,4, 6- b U.7* 
0*7 x-;W) tn-;P- 3 h 

m.p. 2 14-216'C 

2-TSy-4. 5-^^-1 -(2, 4-i/'7'a^e 
-6-;od7i h*p-/l/- 3 h 

m.p. 206-208X: 

2-7S7-4. 5-^**^-1 -(2, 4-x7*a* 

- 6 -^f-;U7 x t°n-;u- 3 h 'J/u 

m.p. 18 6-189*0 

2-757-4, -(2,4-^*7 , a ; t 

- 6 -^f-;^^-7xq.;W tro-;p- 3 
'J^ 

m.p. 1 3 6-138°C 

2-7S7-4, -(2,4-^7*0^ 

- 6 - 7Wo7x-W t°n-;U- 3 h >J 
)V 

m.p. 1 5 5- 1 57°C 

2-757-4, 5-^^-1 -(2, 4-y7nt 

- 6 h^-i/7 x^;W trn-/u- 3 h U 

)l 

NMR(CDCl 3 )S(ppm) ; 1. 72(3H,s), 2. 07(3H,s) ,3.64(2 
H.br s),3.82(3H,s),7.15(lH,d,J=2.0Hz),7.51(lH,d,J= 
2.0Hz) 

ESIMS (Neg) m/z ; 396 (M-H) - , 398 (M+2-H) - , 400 (M 
+4-H)- 

2-757-4, -(2,4-^'7a^ 
-6 - HJ77M-CM h^f^7x-;W)fp-;U-3- 

NMR(CDCl 3 )S(ppm) ; 1.75(3H,s),2.06(3H,s) ,3.33(2 
H.br s),7.56-7.63(lH,m) > 7.83-7.91(lH ( m) 
ESIMS (Pos) m/ z ; 474 (M+Na) + , 476(M+2+Na) + , 478 
(M+4+Na) + 

2-757-4, 5-v : ^f-;P-l-(2,6-v ; 7ot 
-4- HJ7;M-n;>< hdfi/7x^)fn-;t'-3- 

NMR(CDCl 3 )S(ppm) ; 1. 79(3H,s), 2. 19(3H,s) ,3.65(2 
H,br s),7.61(2H,s) 

E S I M S (Pos) m/ z ; 474(M+Na)\476(M+2+Na) + ,478 
(M+4+Na) + 

2-757-4, 5- : J*1-)V-l -(2,4-^'7at 
-6 - h>J7;^a^^U7x-;Wt°n-;P-3-^ 
h»J;U 

NMR(CDCl 3 )5(ppm) ; 1. 74(3H,s), 2. 08(3H,s) ,3.55(2 
H.br s),7.95(lH,d,J=2.0Hz),8.12(lH,d,J=2.0Hz) 
ESIMS (Pos) m/z ; 458(M+Na)\460(M+2+Na) + ,462 
(M+4+Na)* 



[0075]iW5 

4-?on-2,5,6-hlM^/U-7-(2,6-> J 7 

o^e - 4 - h U 7;k* n7 ^1-7 x -;U) - 7 H - to 

D(2,3-d)t°U5>'>0^ 

1) 2-757-4,5-^7^-1 -(2,6->-'7 

nt-4 - h U 7>M-a.Xf-/W b°n-;P- 3 

- h U;H . 2 g fc&rtSKO . 8 2 g £P$3 m 1 izM 

(3-^77-4,5-^7^-1 -(2, 6 -v-Vot 
-4-MJ7/k*n.Xf-/l'7x-/W- lH-ea-zp 

— 2—4M 7-fe 7 5 K . CI d tftfcf^N - ( 3 
-^77-4, 5-^7^-1 -(2, 6-^7*0*- 
4-bU7/l^n7f^7x-^)-l H-t'o-/!-- 
2-^)7*7SF(38 5%9A,i?£3mlflO;i, 1 
3 CrCT'0 . 5B#ISIMiU;. 50E?£$fc*£Jn;i » 7 

-»»x^=i : i ) Kr«HL, mmm^ttx 

2 , 5 , 6 - HJ 7 7 - ( 2 , 6 - ^'7*0^ - 4 - h 
'J 7;M-c?7^-/l/7 x -3,7-y'tKntnn 
(2, 3-d]tU 5^>-4-^y0. 6 7g*»fc. 
[0 0 76] NMR(CDCl 3 )<?(ppm) ; 1.99(3H,s) ,2.43 
(3H,s),2.44(3H,s),7.%(2H,d,J=0.7Hz),11.56(lH,br 
s) 

ESIMS (Neg) m/z ; 476(M-H)- ,478(M+2-H)- , 480(M 
+4-H)" 

2,5,6 - r-U7^- 7 -(2, 4 -^'70^-6 -7 
PD7x-M-3,7-yhFnfao(2,3-d)f 

u s^'y-4-jf>' 

NMR(DMS0-d6)6^(ppm) ; 1.91(3H,s) ,2.20(3H,s) ,2.28 
(3H,s) ,8. 10(lH,d, J=2.2Hz) ,8.18(lH,d,J=2.2Hz) , 11.80 
(lH.br s) 

ESI MS (Neg) m/z ; 442 (M-H)" ,444(M+2-H)" , 446 (M 
+4-H)" 

2,5,6-hU^^-7-(2,4-^'7a^-6-^ 
f-/P7 x - 3 , 7 - if h H o t°n D ( 2 , 3 - d ] t° 

u Si^y-4-^-y 

NMR(DMS0-d6)^(ppni) ; 1.88(3H,s) , 1.90(3H,s) ,2.19 
(3H, s) , 2. 29(3H, s) , 7. 74 (1H , d , J=2. 2Hz) , 7. 95 (1H , d, J= 
2.2Hz),11.79(lH,br s) 

ESI MS (Neg) m/z ; 422(M-H)" ,424(M+2-H)" ,426(M 
+4-H)" 

2,5,6-hU^^-7-(2,4, 6-h'J7nt7 
x-;W - 3 , 7 - j/*h h'ab°no (2 , 3 - d] t°U 5 5> 
y-4-jfy 

NMR(DMS0-d6)S(ppm) ; 1.91(3H,s) ,2.20(3H,s) ,2.28 
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(3H,s),8.20(2H,s),11.84(lH,br s) 

ESI MS(Neg)m/z ; 486(M-H)-,488(M+2-H)-,490(M 

+4-H)-,492(M+6-H)-. 

2. 5, 6-MMf7l'-7-(2, 6-5<*7*n*-4— f 

3 , 7 - i/*t h'neon [2 , 3 - d ] t°U $J/*y-4-* 
V 

NMR(CDCl 3 )^(ppm) ; 1.31 (6H,d, J=7.0Hz) ,1.98(3H, 
s) , 2. 45(6H , s) , 2 . 95 (1H , sept , J=7 . 0Hz) , 7. 54 (2H , s) , 12. 
18(lH,br s) 

E S I M S (Neg) m/ z ; 450 (M-H) - , 452 (M+2-H) - , 454 (M 
+4-H)- 

[00 7 7] 2, 5, 6-b'J^f-;U-7-(2 > 4-^7 r ' 
Dt-6->«f , /H , 3i"7x^A')-3.7-^t Koto 
n(2 > 3-d]eus^'y-4-^y 

NMR(DM50-d 6 )5( PP m) ; 1.88(3H,s),2.22(3H,s),2.28 
(3H,s),2.42(3H,s),7.51(lH,d,J=2.0Hz),7.86(lH,d,J= 
2.0Hz) ,11.79(lH,br s) 

E S I M S (Neg) m/ z ; 454 (M-H) - , 456 (M+2-H) - , 458 (M 
+4-H)" 

2, 5 ,6-^^/1—7 -(2, 4 -5/7*0^-6 -7 
;^a7x^H-3,7-yt Kntfno(2,3-d) 
ty s : J>-4-*y 

NMR(DMSO-d 6 )S( P pm) ; 1.94(3H,s),2.20(3H,s),2.28 
(3H,s) ,7-97 (lH,dd,J=8. 8,1. 9Hz),8.06(lH,dd,J=3.5,l. 
9Hz),11.86(lH,br s). 

E S I M S (Neg) m/ z ; 426 (M-H) - , 428 (M+2-H) " , 430 (M 
+4-H)" 

2 , 5 , 6 - h VX+)V- 7 - (2 , 4-y7n't-6 

Ki/7i-;W-3,7-i;tHntno(2,3-d) 

h°US^>-4-^y 

NMR(DtB0-d 6 )5-(ppm) ; 1.85(3H,s),2.18(3H,s),2.27 
(3H,s),3.76(3H,s),7.57(lH,d,J=2.0Hz),7.66(lH,d,J= 
2.0Hz), 11.72(lH,br s) 

E S I M S (Neg) m/ z ; 438 (M-H) - , 440 (M+2-H) - , 442 (M 
+4-H)". 

2, 5, 6-^y*-?-/^-7-(2,4-> ;: 7^ : E-6-^ 
y 7)V*u* h 4f 7 1 ^) -3,7-i^b Hntfno 

(2,3-d)tru$^y-4-^y 

NMR(DMS0-d 6 )<?(ppm) ; 1.92(3H,s),2.19(3H > s),2.28 
(3H, s) , 7. 95-8. 02 (1H, m) , 8. 23-8. 30(1H , m) , 11 . 86(1H, br 
s). 

E S I M S (Neg) m/ z ; 492 (M-H) - , 494 (M+2-H) " , 496 (M 
+4-H)- 

2, 5, 6-hU^f-/l/-7— (2, 6-^'7n^-4-h 

U 7;^d^< h y7 x-/P) -3,7-yhb'nt'nn 

(2,3-d]fU5x>-4-^y 

NMR(DM50-d 6 )5(ppm) ; 1.90(3H,s),2.19(3H,s) ,2.28 

(3H,s),8.06(2H.s),11.85(lH,br s) 

E S I M S (Neg) m/ z ; 492 (M-H) - , 494 (M+2-H) " , 496 (M 



+4-H)- 

[0078] 2) 2.5.6-MMf"A'-7-<2,6- 
v^n^E - 4 - h U 7/M-£M f-zP? x -)V) -3,7- 
y't Knh"nn(2, 3-d)f >J $yy-4-^y0.6 
7gtl3j-^^b'Jyi.3m 1 5rjD£. 1 OO'CT'O. 

-7uu-2, 5,6-M»^^-7-(2, 6-^7n 
t-4-b 1 J7/Wn^f^7x-;W-7H-h , nn 
(2 , 3 - d] f U 5 Viz 0 . 6 6 g 
m.p. 2 0 2-2 0 4"C 

[0079] mmzLxmcMc&fa*w± . 

4-7on-2,5,6-bWf;H7-(2,6-y'7 
nt - 4 - -1" y 7n tVP7 x -;P) - 7 H - t°nn ( 2 , 

3- d) try ss/y 

m.p. 1 7 3-1 7 5°C 

4- ?nn-2, 5,6-hy^^-7-(2,4,6- 
b y 7nt7x-;W - 7 H — h°oo( 2 , 3 - d) t°y $ 

*JV 

m.p. 2 16-2 18 ,, C 

4-7DD-2, 5, 6-hU.Xf-/l'-7-(2.4-5>7* 
nt-6-?no7i^W-7H-tDn(2,3-d) 

trys^> 

m.p. '206-208*C 

4-7nn-2, 5,6-fy^f-;l^-7-(2,4-> ; 7' 
nt-6->f^7x^)-7H-eDD(2,3-d) 

eys^y 

m.p. 2 15-2 17°C 

[0080] 4-?nn-2, 5,6-by^^-;W-7- 
(2,4- y7nt - 6 f ;l^f 1 7 x-^) - 7 H- 
b-nn(2,3-d)t°y5^'y 
m.p. 249-25 1°C 

4-?no-2, 5,6-hy^;W-7-(2,4-v7* 
Dt-6-7Wn7x^W-7H-tOO(2,3- 

d)try syy 

m.p. 1 7 0-1 72°C 

4-70D-2, 5,6-hy^^-;P-7-(2,4-v : 7" 
n^-6-^h^^7x-;U)-7H-h°on(2, 3- 

d)ey $y> 

NMR(CDC1 3 ) 5 (ppm) ; 2 . 02 (3H , s) , 2 . 41 (3H , s) , 3 . 75 (3 

H,s),7.57(lH,d,J=2.0Hz),7.74(lH,d,J=2.0Hz). 

ES IMS(Pos)m/z ; 458(M+H) + ,460(M+2+H) + ,462(M 

+4+H) + 

4-?nn-2, 5,6-by^^-/U-7-(2,4-> ; 7 - 
n^-6-hy7^n^h^f^7x-;W-7H-h° 
nn(2,3-d)t°y 
m.p. 14 8-1 5 0'C 

4-7UD-2, 5,6 -h\)X+As-7 -(2, 6-^*7* 
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O * - 4 - h V 7 ;M" P * 1- df X 7 x -)l>) - 7 H - f 

pp(2,3-d)t?y$->'y 

m.p. 14 1-14 3°C 

[0081] mmM6 

2-7S7-4-^*-l -(2,4->''7'p;e-6- 
? pp 7 xx*) t°o-;l/- 3 -#*#x h >J 
6-?PP-2,4-y'7*P*7x»jy5. 3g£2- 
(2-yot- 1 -^^-;wx-?-UT»7o/-b l>* 
3. SgOig-^Sr'f yraAV-;H 0m 1 2:^7 
th'a79yi0ml Lfct*. 12 0 

-cx-mm t&#£> 2 moi . dummz**®. 

JWfcLT 2-T 5 y-4 -*+)V- 1 - (2 , 4 -y7n 
^-6-^PP7x-;P)tP-;U-3-^tC-hU 

;n.9g^. 

m.p. 19 7-199°C 
[0082] ftfltC LT&T*>fc£«!£*»fc. 
2-T5y-4-^f-^-l-(2,4,6-hU7*P ; E 
7x-;W en-*- 3 -#*#x b U* 
m.p. 2 0 8-2 10'C 

2-7S7-4-.X3-*-l -(2.4-^*7^-6- 

ffivtt? x.->v) en-*- 3 -#**'x h »J* 

m.p. 127-130 C C 

2-757-4-*?-*- 1 - 6- 
* h * isy x x*) t°p-*- 3 - #***x V U * 
m.p. 1 22-1 25'C 

2 -7 $7-4 -*?•*- 1 -(2,6-^^^6-4- 
h V 7/Wn^f/l/7x-;W en-*- 3 -#**- 
hU* 

m.p. 178-180°C 

2 -7 5 7-4 -*?■*- 1 -(2,4->*7*n*-6- 
;><f-*7xx*) en-*- 3 -#*#x h U * 
m.p. 169-17 It; 

2 -7 5 7-4 -*?•*- 1 -(2, 4->/7Dt-6- 
r- U 7 ** P* h * 7 x x*) f P -* - 3 - # *# 
xMJ* 

m.p. 1 58-160°C 

2-r$y-4-^f-*-i-(2,6-^'7'o ; e-4- 

r- U 7;M-p* r-* y7i-*)tn-/k 3 -#*# 
xhy* 

N.MR(CDCl 3 )5(ppni) ; 2.16(3H,d,J=l. 1Hz) ,3.76<2H,b 

r s) , 5 . 87 (1H, d, J=l . 1Hz) , 7. 58 (2H , d , J=0. 8Hz) 

E S I M S (Neg) m/ z ; 436 (M-H) - , 438 (M+2-H) " , 440 (M 

+4-H)" 

2 -7 5 7-4 -*?•*- 1 -(2, 4 -^7^-6- 
r- »J 7**P*?-*7xX*)en-*- 3-#*#x 
MJ* 

NMR(CDCl 3 )S(p P m) ; 2.12 (3H,s), 3.66 (2H,br s).5.8 



7(lH,s),7.92(lH,d,J=2.0Hz),8.10(lH,d,J=2.0Hz) 
ES IMS(Pos)m/z ; 444(M+Na) t ,446(M+2+Na)*,448 
(M+4+Na) + 

[0083] mmm7 

4-^np- 2, 5-i^f-*-7 -(2,4 -^'7nt 
-6-;nn7i-*)-7H-enn(2,3-d)e»J 

1) 2-7$/-4-;*f-*- 1 -(2, 4-^*7*0*- 
6 - 7 P P 7 x x*) en-*- 3 - #*#x r- U * 1 . 
9gfcli*iP»1.4 8g£»S5inl£»j*U 3 0 

mmmLVk. Rmmizxttut. mm^Mz 
ffli r»te«EtT«»u i^)N-(3-yry- 

4-^f*-l-(2,4-y'7nt-6-?nn7x- 
*) - 1 H - en-*- 2-^*)7-fe?$ r* £ 
iT^^S<0N-(3-^ry-4-^f-*-l-(2. 
4-y7nt-6-;DD7x-W - 1 H-eo-* 
-2-4*)7-fe*5 Kfc8 5%9AJ8£8m 1 Jn*.* 

1 3 o'c-co. 5mmnmttz. w&m£**M*.. 

y-»»x?-*=i : l ) (rtfjfUU ftHftfffflLfc 
ISfi*iH»xf-*tT «t» L . 2 , 5 - it* 1-)V- 7 - 
(2,4-y7nt-6-^nn7x-*)-3, 7->*b 
Kn enn ( 2 , 3 - d ) e 'J S y y - 4 -^-y 1 . 1 g£ 

[0084] NMR(CDCl 3 )S(ppm) ; 2.22(3H,s) ,2.31 
(3H,d,J=l.lHz),6.80(lH,d,J=l.lHz),8.06(lH,d,J=2.1H 
z) , 8 . 14 (1H , d , J=2. 1Hz) , 11 . 91 (1H , br s) 
E S I M S (Neg) m/z ; 428(M-H)- ,430(M+2-H)" , 432(M 
+4-H)- 

mmz ixaT<Mk&mz%ti. 

2, 5-^^*-7-(2,4-^'7P^-6-^^* 
7x-*)-3, Knt°np(2,3-d)b-'J5 

v r y-4-^y 

NMR(DMS0-d 6 )5(ppm) ; 1.96(3H,s) ,2.21 (3H,s) ,2.32 

(3H,d,J=l.lHz),6.75(lH,d,J=l.lHz),7.70(lH,d,J=2.1H 

z) , 7 . 91 (1H , d , J=2. 1Hz) , 11 . 86 UH.br s) 

ES IMS(Neg)m/z ; 408(M-H)' ,410(M+2-H)" ,412(M 

+4-H)" 

2, 5-^f-*-7-(2,4, 6-hU7*P : 67xX 
/W- 3, 7 -S/'h HPh'PP( 2 , 3 - d) t°U S S^y- 

4-^-y 

NMR(DMS0-d6)a(ppiii) ; 2.23(3H,s) ,2.31(3H,J=1.1H 
z) , 6 . 78 (1H , d , J=l . 1Hz) , 8. 16 (2H , s) , 11 . 90(1H, br s) 
E S I MS (Neg) m/z ; 472 (M-H)- ,474(M+2-H)" ,476(M 
+4-H)-,478(M+6-H)- 

2, 5-y'^*-7-(2,4-y*7P ; e-6-^f-* 
f*7x-*)-3.7-ybFnenn(2,3-d)e 
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>)$ : Jy-4-*y 

NMR(DMS0-d 6 )S(ppm) ; 2.21(3H,s),2.31(3H,d, J=l.l 

Hz) , 2. 41 (3H , s) , 6 . 67 ( 1H , d, J=l . 1Hz) , 7. 50 (1H , d , J=2. 1H 

z),7.83(lH,d,J=2.1Hz),11.86(lH,br s) 

ESI MS(Neg)m/z ; 440(M-H)-,442(M+2-H)-,444(M 

+4-H)" 

2, 5 -(2. 6-^7^0^-4 -hi) 7 

;M-D^f-;P7x-;W-3, 7-^'t r*ntfan(2, 3 
-d]h*U 5 5^-4-** 

NMR(DMS0-d 6 ) S(ppm) ; 2.22(3H,s),2.33(3H,d, J=1.2 
Hz), 6.84(lH,d,J=l!2Hz),8.31(2H,d,J=0.6Hz), 11.94(1 
H.br s) 

E S I M S (Neg) m/ z ; 462 (M-H) - , 464 (M+2-H) - , 466 (M 
+4-H)" 

2, 5-i'V^-7-(2,4-i'*7*n*-6-* 
y7x-/W -3,7 - ; Jh Hotant 2 , 3 - d J fj 

s^'y-4-^-y 

NMR(DMS0-d 6 )S(ppm) ; 2.20(3H,s) ,2.29(3H,d, J=l.l 

Hz),3.74(3H,s),6.66(lH,d,J=l.lHz),7.47(lH,d,J=2.0H 

z),7.62(lH,d,J=2.0Hz),11.79(lH,br s) 

E S I M S (Neg) m/z ; 424 (M-H) - , 426 (M+2-H) - , 428 (M 

+4-H)- 

2. 5-x^^-7-(2,4-^'7'at-6-h , j7 
hJfv7x^)-3, 7-5?t h'ob'nn(2, 
3-dJtU ^jy-A-ity 

NMR(CDCl 3 )S(ppm) ; 2.41 (3H,s), 2. 47(3H,s) ,6.48(1 

H,s),7.51-7.58(lH,m),7.82-7.87(lH,m),10.64(lH,br 

s) 

E S I M S (Neg) m/ z ; 478 (M-H) - , 480 (M+2-H) " , 482 (M 
+4-H)" 

2 , 5 7 - ( 2 , 6-^*7*0^-4 - h U 7 

;^a^< h^f^7x-;l/)-3. 7->*t h'nb°on(2, 
3-d)tu s^y-4-^-y 

N M R (CDC1 3 ) 8 (ppn) ; 2. 43 (3H , s) , 2. 48 (3H , s) , 6 . 47 (1 

H,s),7.57(2H,s),10.62(lH,br s) 

E S I M S (Neg) m/ z ; 478 (M-H) " , 480 (M+2-H) " , 482 (M 

+4-H)" 

[0085] 2) 2,5-^*^-7 -(2,4-1/7 
n{-6-;on7i-/W-3, 7->*t Kafnc 

(2, 3-d) try 5>*y-4-^y 1.0 gctf^ttft- 

'JV3.2m 1 SrJni, 1 0 O'CT'O . 5 umODf* L . & 

a. ^mmmmfcrni- b y ^atk^-c^l. 

-Trt'TffiitU 4-7PD-2,5-y^f;l/-7- 
(2,4-y7at-6-;nn7x-^)-7H-tD 
D(2,3-d)t'J$>*>'0.7 6gSr^. 
m.p. 157-1 59°C 
[0086] mmz LXi&TvXfc&foZm:. 



4 -tuu- 2 , 5 7 -( 2 , 4 , 6 - h U 7* 

ot7x-;W-7H-fnD(2,3-d)t'J5y> 
m.p. 16 2-1 6 4°C 

4-^na-2, 5-^f-;l/-7-(2,4-^'7'oq£ 
-6-^^^7x-;P)-7H-traQ(2,3-d] 

ey s^*y 

m.p. 2 0 3-2 0 5°C 

4-?DD-2,5-y^f^-7-(2,4-y7nt 
-6-^b=ify7x-W-7H-t'Dn(2,3-d)e 

y 5 >*y 

m.p. 1 7 5-1 7 7°C 

4-^Dn-2,5-y^f;l/-7-(2,6-y'7nt 
-4-h'J7;Wo^f^7x ~)V) - 7 H - tfa a 
[2,3-djey $.i?y 

m.p. 1 5 3-1 5 5*0 

4-70D-2, 5-^f-^-7-(2,4-^'7*n^ 
-6-^f-^7x-;P)-7H-fcfon[2 ( 3-d]ey 

*ii?y 

m.p. 159-161"C 

4 -?nn- 2 , 5 - 7 - ( 2 , 4 ->*7*n*: 

-6-b'J7;^a^ h^y7x-W-7H-fnn 

(2,3-d]fy 

m.p. 1 5 7-1 5 9°C 

4-^nn-2,5-y^f;l/-7-(2,6-y'7*nt 
-4-M)7^n^ h^fy7x-W-7H-tDD 

(2,3-d)t?y 

NMR(CDCl 3 )5-(ppm) ; 2.54(3H,d,J=l.lHz) ,2.68(3H, 

s),6.82(lH,d,J=l.lHz),7.60(2H > d.J=0.9Hz) 

ES IMS(Pos)m/z ; 498(M+H)\500(M+2+H) t ,502(M 

+4+H)\504(M+6+H) + 

[0087] mm [ CRFSiK^li] 

g&tt8W&i: try ••/ hmtmwmzm^ti. 125 is 

iWyK^U'^I-CRF^fc. 1,8 itwu 
^*y r-'SrfflV^^RjSti, The Journal of Neuroscie 
nee, 7 , 8 8 ( 1 9 8 7 WlZimZtUzaTnimTltf 

%®wwm&<r)wm ■. 7 -y h mm&m 1 0 mm g c 

l 2 &tf2mM EDTA£#tf5 OmMh'J^gW 
$ (pH7.0) -C'* ; Ei'*-MXU4 8,0 0 0XgT 
»MMi t , ifcSE* h y XJSiSg«?gT' 1 Jg&if Lfc . 
&3S£l OmMMgC 1 2 , 2mM EDTA, 0.1% 

•7 ^mftr ^7* 5 y&tx i o o i) y ? 1^ a y >y h / 

m 1 7rnf-VHtr5 0mM h U :*JSIMtt ( P 
H 7 . 0 ) fcSEB U JRSA2: Ltz. 
C RFfgftg^i! : Jm& < 0 . 3 m g * W*?S 
/m 1 ) . »» I — CRF ( 0.2 nM) &t/|fcigg5\ 

2 5°ct-2B#fi^$^. Rjse^m o.3%^y 

xf yy>( i yt«Lfc^7^7 1/^- (GF/ 
C) fcrftgi^iSU #7X7 4;l^-£0.0 1%Trito 

nx-ioo^#o y yitaffittafta*^ 3 . 



[00 88] 1//M CRFSParF?RiG£fT->fcl$tf> 
I - CRF<^|s«fS«f^fc U 

*»»is^i:«>a*i«iws&4: us. -sms (0.2 

nM) tf) 125 1 -CRFfc«K££;ifc8«IS6£_hietf> 



5) J01-151777 (P2001 -@$&^ 

( I C 50 ) i^ftfc. *<0*S*, 1 0 0 nMBTtf) I C 
5 otte**-ft*WfcamJL «1 ttJ»t*JaT<OCai.N 
o.Oft^Bj-C&ofc. 

Com. No. : 0 1 , 0 2, 07, 1 2, 39, 44, 4 
6, 47, 51, 53, 61, 63, 66, 69, 7 
2, 78, 79, 87, 88, 89, 93, 97, 10 
4, 107, 116, 118 
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1/00 


A6 1P 1/00 
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29/00 


29/00 




37/00 


37/00 


C0 7D 207/34 


C 0 7 D 207/34 




211/78 


211/78 




473/00 


473/00 



m^Msmmm 3 tb24# 1 # *iess 



F?--M##) 4C050 AA01 BB04 BB05 BB06 CC08 
EE03 EE04 EE05 FF02 GG04 
HH04 

4C054 AA05 CC01 EE38 FF38 
4C069 AC07 BA01 BC23 
4C086 AA03 CB05 CB06 CB07 CB08 
GA07 NA14 ZA05 ZA06 ZA12 
ZA16 ZA22 ZA39 ZA42 ZA66 
ZB08 ZB11 ZC04 ZC39 ZC42 



